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(57) Abstract: 

PROBLEM TO BE SOLVED: To obtain 
2-alkoxy-6-(tr"rfluoromethyl)pyrimidine-4-ol in a short 
time by reaction of cyan amide with an appropriate 
alcohol in the presence of hydrogen chloride followed by 
conversion of the reaction product in water using ethyl 
trrfluoroaceto acetate. 

SOLUTION: First, (A) cyan amide is reacted with (B) a 

1- 8C alcohol in the presence of hydrogen chloride pref. 
at 0-100°C to produce (C) the corresponding 
alkoxyisourea hydrochloride. Subsequently, the reaction 
product C is converted to m the objective 

2- alkoxy-6-(trifluoromethyl)pyrimidine-4-ol of the 
formula (R is a 1-8C alkyl) pref. at 50-1 00°C in water 
using (D) ethyl trifluoroaceto acetate in the presence of 
an alkali metal hydroxide (pref. sodium hydroxide). The 
conversion reaction can be carried out without the need 
of isolating the reaction product C. By this method, the 
objective compound as an important intermediate for 
insecticides can be obtained in a short time without the 
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need of filtration and separation of NaCI as a byproduct. 
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( b y y)\s*Uff-)V) fcfy^v>-4- 
f O ftT \Z C i - C 8 7 ^ n - )V t £ -tf T ttfc 
HiS:»ZIg"exf ^ h 'J 7;l/t nr-t b 7-fef 

tnr-t h 7-tf - h i:*f LT»« *JtCttfflt4 - t 
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[0002] 2-7^3^y-6- (h'J7^n^f 
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$^T»l35t47;^^y^vlf/N^ Kn^D7>f K 
4: U -ettS:. SZISfxf;i, b y 7^n7-t b 7 
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50 s*r^ -tot 

[0 0 0 8] 

Mb 3] 

F 




O 
I 

R 



[0 0 0 9] RiiCi -C8T;W^r^*"C* 
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[0012] Kfcom-mm*. o-iooc, »* l 

»ZiaHftt 5 0 - 1 0 0 T\ $?£L<ii85-95t: 
[0 0 13] RJG&li. Ii07^3*v>fVR*^>f K 

n * n ^ >r KO***ff iJb-f - t L 

[0014] EU&ftma 6-8 «pmow-c* o , 

[0015] 1 ] 

1 1 . 2 5 g(2 6 3mmol, 1 . 0 5il)Oy7t^ Kt 
y^n/V — /I/ h y 7^*nr-t h T-fcr- 

h : E t TF A AO 1 *:)V$>tzt) 800 ml) 0*0 
tgAL, HC 1 8. 3 g ; 5 0 Ommol ; 2. 20 

fco HC 10tAt»£fcft, ««««:2I»« > 70 

S«03/4 *n-* y -xs^ls-?X«BMZ*ttZo 
8 OmlOTk (xf;i/fij7^tn7-th7-trf-hO 
i-=en/*fci9 3 2 0ml) tSit-caSinU o->fv^n 

OH7K14f§^ (7 8. 8 7 g; i. o 9 Sfi ; JOiift* 

14%) £ 5^M(lfe7toT^ffl-CJPx., pH£0. 5^ 

NaOHOSJOOB, 3 OCflTi:«ofco 
b y 7^tn7-t h7-bT~h(46.5g ; 500 

mmoi ; i. oai) zmm^Lx^ m.^xz<r>mmzm 

Sr. atiii«* f »9 6%^5ja-r*4-C3R9Bfe*L7to 
«8Mi2B#«U 8 5-9 0 tfc*v>T*M*Lrt:o iife 

7. 3-C*ofcfcOS:5. 0it\ ^10 2N*ttHC 

(iofctttl gJ^T/TRlml) 

fco M$6 7. 8% (HPLCCiW : 9 8. 
0%) o £OB**^^tf*rft»U 
4u 4 OtHis^T— ft(6«lLfco 
[0 0 16] 4 1. 3 g^ftfeA^ofcBft^ 
»tLtfte>it/:o Cftfi. JR*g6 9. 8% (HPL 
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1. 0 5Si<7)y7t^ K^7'DaV-;1/ (EtTFA 
AO 1 ^z)V^btz 8 0 0ml) 5 0 TCT^SA U 
fS^*^2. OllOHCl^tO. 5«Bt:b/i 

otaas*fc w<*»Lfc) o i§ 

*u-j? V-x-^tfU-fT-mMffc&LtZo 3 2mlO 
* (E t TF AAO 1 *)\s$>tz 19 3 2 0ml) Sr. COO 

Xfco *14NaOH}§i£ (*56**14%) £ 7^PeB 
K*>fcoTfi»"C*inU pH*0ri*fcl 1. 5 

(fflJS I 3 OtftT, NaOHOl. lifi:ffl 

m) , mw\±\sfrmmwtLtzo 1. oiioEtT 

F A A £ U IT, iO»«i:2*BJ:fefcot i£#P 
[0 0 18] CO»#«*2WBU*)*:oTjia[ (-8 

k iy it 1- £ 4 k i $ isfe* t tz o «# 4- 2 b# u 

>?rISit^9tl>i:i^ SHC 1 »«[4:ipx.r 
pH£5. 0 CilL/: 0 ^*s<>y 4t:t:- 

-&$iMLfz 0 

[0019] JR2f& : fe»140Bf£ 1 3 . 1 g : 5 2 . 3 6 
%(GCffif%(a^»JS8 8.8%) 
j H NMR : 1. 0 (t, 3H, CHa) , 1. 8 

(m, 2H, CH2) , 4. 4 (m, 2 H, CH2) , 
6. 5 (s, 1 H, ar-H), 12 (s, 1 H, O - 
H) o 

[0 0 2 0] 3 ] 

2->f77h+y-6- (h'J7Wo^f;i/) tf y ^ 

1. 0 5Sf<7)v7t^ KS:-f 77^;-^ (E t TF 
AA^l^*fc0 8OOml) tC5 0WftAL, - 

orS^4 3 t^2. oSIohci^^o. 5B#ratc^ 
fcoraa$*fc »<**Lfc) 0 

y-^/^^v-^r*^5l^*L^o 3 2miOTK (E t 

TFAAO 3 2 0ml) JO-^V7f;^ 

3R/N>f Kn^U7^ KU^a-CSPx^o TKttNa OH 
fgffi M£ftKi4%) t9*li:bfcoTM"eSJi 
L, pH*0*fell. 5S-egEft£-fc (a*:3 0t:ja 

T, NaOHOl. 8^*(Iffi^"r^>) , «»(± 1 553^ 
l|i:bfcot»ltfco 1. OliOEtTFAA^i 
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mi*Z<?>miZ3 Otitl^U -ffl^a^ti^o 
[0 0 2 1 ] ^OiI^^2B|^:^/:otiI (9 0 

v^ya >£gffliTS£ifl-r&Ki;jMi\ pH£ 8. 
b 5. 0 ^iOlHC 1 »**SnxT«*Lfco 
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SE^yrttM OtKfc^T— fc&MLtZo 

[0 0 2 2] W$ : Jtfevfi^ 1 4 . 0 9 g : 5 9 . 6 % 

(GCffi»%UJ:^*EJS8 5 . 3 %) 
'H NMR : 1. 0 (d, 6H, CHa) , 2. 1 

(m, 2H, CH) , 4. 2 (d, 2 H, CH2) , 
6. 5 (s, 1H, ar-H), 12 (s, 1H, O 
H) 
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